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Abstract of JP 4327587 (A) 

PURPOSEiTo obtain a novel compound having 
high chemotherapeutic coefficient and high safety 
and useful as an antiviral agent by reacting a 
cyclopentene derivative with a 3-deazaadenine 
derivative in an inert solvent and eliminating 
protecting group from the reaction product. 
CONSTITUTION :A compound of formula I (Y is 
lower alkyl; R1' to R3' are OH-protecting group; X is 
electron-attracting eliminable group) is made to 
react with a compound of formula II (R4 is H or 
amino-protecting group) in an inert solvent (e.g. 
THF) in the presence of 2-5 equivalent of a base 
(e.g. sodium hydride) and 1 -2 equivalent of a crown 
ether (based on the compound of formula I) e.g. at 
room temperature to obtain the objective compound 
of formula III (R1 to R3 are same as R1' to R3'), e.g. 
6'-C-methyl-3-deazaneplanocin A derivative. 
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->?a. 7,7-7 vynxiii'VkUEoftism, essstt 
earn. »*3W. sfijw. mttEzmtzzttf-v 

[0 0 3 7] *£9Jfc&«J (I) £fc(J^©J£ 

tt. X-TJ^a^JW. irUy-m* XI) tv^ 

8 



(9) *f§8¥4 - 3 2 7 5 8 7 

iff 

^©#gp?pjttS3Stt©^e.. /H7;p&ific**s 
s. aSK&gtcjSb. artiste*]. ££#J. MA 
io [0 0 3 8] *5!Wfl:-&* (I) £fctt-€-©&©g#a 

H&5#. -Kltli. ^cA-A^t)fl:^i» (I) tbT 
1 H5mg~lgm jif£b<«2 5-5 0 Omgg 

flEtu cn§i~3iiiic^WTis:4-rntf<t^. 

[0 0 3 9] S±©$D<UT^enfc6 , -C- 
7;P^r^-3-x71f^7 r 9/v'>A (I) fcr>V>T. 

^©na^ffl zmvit%%t:m. 

[0 0 4 0] (1) tt-MJkXfftH 

a? Y>7y*->Tttv\Z4, f?24#. f!3^. 313 5 3 
— 36 1H ( Antimicrobial Agents andChemothera 
py, Vol. 24, No. 3, P. 353~361(1983)) ©ttKfe*- 
WEKbTKTCaOfrofc. WSVeroEB (F 
LOWttS. AB*KXttlS5?. S5i^S6«*W^3ftr 
T»4^Ib«) 3 x 1 0 s fflfi/m 1 $»Jtt$-ttfc^-^ 
;i/©«^««» (1 0X4JMI&Ulte*> fS 2 0 0 
W 1 ^9 8 ^¥IS^V-N *T*&it U b 

©ft^*3R»» (3%^S&iEjilfflf^*) j$9 0 « 1 £JP 
^ A.. ^»XJW«l*llDTC*^* 5 0 %««WB«»l* 
( Tissue culture infec-tions dosis 50% ; TC 
IDbo) SftSbT*^, ft^^n^TC I D 6 o©l 0 
0f&»^»S©^Y;VXffltl 0 n 1 *5fefcW»bfc«* 
y^-McSSbT. $^IC3 6WK, 3 713. 5 ISC 
ChTTlgXb. X»»TTiBUIfiXtt«l* (CPE) * 

gygu ®/h^^;vxii«[|fiW«s©w^*ffofc. 
[0041] (2) anastt©i»^ 

5X1 0 ( l)fi/ml©Ve r o«B*»aiS-&fc-f- 
^Jl/©ft/h^S«ffi ( 1 0 X4«JMli!te*) « 1 0 0 
40 1 E&mt&tot St««!»c lOOul fCUDxT 9 
8¥ME^U-ht»Tr7 2«WWIU vt-t*-t^- 
•f I*;u*s1i)\>'*Vv H. ^6 5^. ^5 5-6 3M 
( J.Inmunol. Methods, 65, 55-63(1983)) ICE*£ 
fltz U T T m%mt ± 0 «IMt£*l©»B*tt Sr!«!£ b 

fc. ^aa^fe a. fflfiitit^ 5 0 ^fliat^as ( 1 d 

so) tbr^bfc. cn^©«e**mi^tc^T. 

[0042] 

1 * 
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tt ft £ 



(10) 

fi£ (M I C) 
(/z g/m 1 ) 



SIS (MTC) 
(/ig/m 1 ) 



*JM¥4-3 2 7 5 8 7 
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(MTC/MIC) 
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0. 
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[0 04 3] 

<fc-5JC> *«W©6'-C-7***-6-f71f*:/ 
7/is>A (I) ttBn&«9<*XfWi**U 

€:T^X{C2 0 Omg/kg«P|8:#bTt)5EtW*«ft 

%o 20 
[0 044] 

immm] wzmmizmf. *58«fc«c»b<ra 

7y5":i*5AK:tt, **£ Ar t.9 3 8 5y'J*y 
**«flbfc. 
[0 04 5] #'# N 1 

[l- Wht'>^wt3/) if*] HJ:/f*f 

: -MV^uM)V7^yZ 2ml (2 3 0mm 
o 1) S**f h7tHD77> (THF) 4 0 0ml 30 
■tUCjD*., OrtCTftttbfc. £0t>©fc|i3fiK:Tl. 
6M ^*'Jf W-^D->8»1 2 Sml (20 
Ommol) SiTlfc.. 5#&HJ7f*f >/W H 
7<H52.8ml (2 0 0mmol) ^MCTjgT 

bfc. ism ej6«*-7 6t:fc*T»fliu £ 

ftCJ-fe h7*ffc H 1 1 . 2m 1 (20 Ommol) 
«*THF 5 Om ICT^bfcJgSKSiTFbfc. 3 
0»«, j^^tC!afatt{fc;7> ;: Bn^A*l 0 Om 1 * 
&V>TEjS*£A*tf>2 5 0ml 

M^>!£tK5 0 Om 1 KTgfc#b (20) , IjftK 40 
f hU *A£T<£*«, 7yhT> IpsMU M 
JETiSt8b£. &£ftfc3i&£M*M;;*f l/> 5 0 
mlCDjgjRtU N,N-$?;lf*7i'J> 10 0ml 

(7 9 Ommol) Sim*., 0 tt^Tlf^ 

U MK£aUj*f*I-f* 2 2.8ml (3 0 0m 
mo 1) *«Tbfc. EfcttftgflfcfcfU 
bfc&, £h£2 l<D^*-fr>tCj£€f % #3bfc0.5 
N-HC 1 (5 0 0mlX2), * (5 0 0mlX 
1) • fift£B#*f MJ (5 0 0ml X 2) fc 



(y'J^^l/ 5 0 0 g, ^*tf>-»A>*-fl-> : 
SSxfil' 2 5:1 KTigffi) fcT«»U jtfl^S/ 
D-^«»KtLTMft§«|6»t. IRS 2 7.8 
g «$3 8%) 
C 0 0 4 6 ] ^ JS M 1 

(2S.3S.4S) -2,3- MV^Dtr Ur>yt 
-4- [1- Uh*3/W*t*M If*] 



- 4 - k HD+y- 5 - y^n^>f>^ : 



l-cBastifc [i- w h*-»wwt5/) if 

*] MJ7f*f > 2 1. 7 g (6 Ommo 1) 
THF 2 4 Oml (MP*., 7 8 TCfcftfil 

*#b&«, 1.6M n-^f*Uf^A^W>S 
S37.4ml (6 0mmo 1) 20# 
OJE**fc, f h^Kn^-l^-X* 3£3 1 
1 5 09-1 5 1 21 (Tetrahedron Let t. , Vol 
31,1509-1512(1990)) fcflE^TIMtbfc (2 S, 3 S) 
-2,3- Wvyot'Jf>yt4 1 y) -5-v^D 
^>x>~4-^> 7.37g (48mmol) £60 
mlO»*THFl:**lftittfc -7 8trflBfTb 
ft. 2. StflBRSfcTEfcSttftSk K*W:>DD 
**A 2 1 SjDi, *4 0 Oml fc»«bfc. ^DD 
**Al£7yKT> Ipsjglft (Whatman ; i$ 
fl«) iCTJtiib&a, &tt^ttflETa«bfc. #e 
n&38Wft7 7-/^a3/U*y**5A (y'JAW 
4 0 0 g, A,*tf> : 7-tr h>=2 5:1) (CT^g! 

u io.6g 00%) ommu^oy^^ntb 

MAS S : FAB (Pos.) m/e ; 2 4 5 (MH + ) 

[0047] ^ss m 2 
(2S.3S.4S) -2,3- H-yyntruf 
-4- [l- y ht^^f jirt*«» if;w 

-4-7* hf 5 -y^D^>j>^ : ±E* 
JB«1T»& (2S.3S.4S) -2.3- MV^D 
tf'Jf>v^v) -4- [1- (^ty^fW* 
-» If*] -4-tHD^y-5-y^D^>f> 
5.9 3g (2 4.3mmo1) feffifc^fl^ 100 
m 1 + SfiTlg^L, £ttiCfejcft&9. 1 7 

ml (97.2mmol) , 4 - v^f *7a / fcf U y 
> (DM A P) 2. 9 7 g (2 4. 3mmo 1) fttf MJ 
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XTJlT^y 1 3. 5 5m 1 (9 7. 2mmo 1) £2!D;L 
fc. ilCTlOBffljltfim £CDE£fc£^D 
D#;Wx 4 0 0ml CO+^iWA, *80ml £Tifc# 
bfc. K> I psiClCTilU M 

(s^uay* 9 0g, ^\+it> : SKx?;i/= 

6:1) ICTIMI, Mft-&«©6(S[Oi<*:<Da^fc 

HtLTfcfc. R-f*©*V>#©iM«tttt ( Rf 
0.38 ; ^JV^ttHv'U^yjl/TLe^V-h Ar 
t.57 15A^>:S8x^=3 : 1) 3.7g 
(5 3%) R f tt®tt»£4Mttft: (R f , 0. 3 2 ; 
^■»>:»llX^*3 : 1) 2.0g (2 9%) 

fc. 

MASS:CI (Pos.) m/e ; 2 8 7 (MH + ) 
[0 04 8] ft ft fi*J 3 

(1S,2S,3R) - 1 -7irh*v-2, 3- HV 
^□tfUx>x^v) -4- [1- 

2T#£nfc{t£«5TifeS (2 S, 3 S, 4 S) -2,3 
- MV^ntrU5r>^**'» -4- [1- Wh+ 
S/jWW"*^) XWW -4-7irh+v- 5-v^ 
P^>^> (RffllCDfiV^ (Rf = 0.32) 
#F) 1.5 5g (5 4.2mmol) £S*THF5 0m 
1+fciH*., SetCPdCl* (CH 3 CN) 2 7 1mg 
(0. 2 7mmo 1) Rtf 1, 4-*>y*7> 2 3 5 
mg (2. 1 7mmo 1) £»AT7Jlcf >#X»B» 

a**75y5/as/u*y**9A (^u*y;p 10 

0g, M*f>:B»X^=5 : 1) fcTHMU 4 
84mg (3 1%) ©S/P^^RttJtiLTilBft'&ft 
£#fc. £fc6 9 2mg (4 5%) cDfflfgM#£l£lJK 
Lfc* 

MASS: FAB (Pos.) m/e ; 2 8 7 (MH*) 
[0 04 9] XIN 4 

(1S.2S.3R) -2,3- (-f V^DhTUx^* 
*v) -4- [1- W ht->^f IWW 

SBW3T#^nfc (1S.2S.3R) -1-7-fch+v 
-2,3- HV^DlfUf>^+-» -4- [1- 
h+y^fW^y) x^;W -4-v^P^>x 
> 4 4 0mg (1.54mmol) £ 1 0m 1 Dff*;* 
*/-JHC$#U ***»*USA 4 2 5mg (3. 
0 8mmo 1) *JoA, SSfcTS. 5«pPfl«#Ufc. 
KJ&«£«ffT*«U ^DD*iVA100ml«St 
U *tt*Ttt»ft* >DD*^AlS7!yh7> I 
p sfctf-Tttftfi. «J£T»»bfc. #£nfc8S£ 
77'r>iy'J*yM7A (v'JftYjp 2 0g,"\* 
tf>:BHx?^=3 : 1) KTfcKU 3 4 6mg 



(11) ®&il¥4-3 2 7 5 8 7 

(9 2%) Ozstiy ^K«H £ L T flHfc£tt £ $ fc . 
MASS : FAB (Pos.) m/e ; 24 5 (MH + ) 
[0 0 50IIIM 5 

( i s , 2 s , 3 R) - l- [ (p- h*x>x;M*x 

M **>fl -2,3- HV^Dt!Uf>yt*y) 
-4- [1- Wh+y^fJV^y) x?;W -4- 
y ? D ^ >f y : ±E* Ifl 4 TSfe (IS, 2 
S,3R) -2,3- My^DKUf>5?t*-» -4 
- [ 1 - O* h+^^M'+v) X9MW - 1 - fc H 
20 D+y-4-y^D^>f> 3 1 3mg (1.2 9mm 
ol) &l*fi^fl/>8m 1 *K:»t#£i*\ p-h 
AX>XMrMD7^fH 4 8 9mg (2.5 7mm 
o 1) S^> 1 JXW^> 7 1 5 u 1 (5.14mm 
o 1) £HDA, 3l^bT2 0fB^SfCT«^Lfc. K 
**lC*2 0mlSlPA, *^DD*M5 0ml 
*lDAT#KU *«**7y KT> I p sSMSKT 

yyz/^ftvk (->U*y;V 40g, a,+^> : »K 
X3^=5 : 1) [:t«8l> ^Dy^tt*JTttT3 
# 8 2 m g ©«Bft'&»*ff fc. 
[0 0 5 1] 

MASS : FAB (Pos.) m/e ; 3 9 9 (MH*) 
H 1 - NMR (CDC 1 3) (5 ; 7. 8 6 (d) , 7. 3 3 

(d) ,5.61 (s) ,5.20 (m) , 4. 8 5 (d) , 
4.7 2 (t) , 4. 5 9 (q) ,4.46 (q) , 3. 3 4 

(s), 2. 45 (s), 1.40-1. 25 (m) 

[o 0 5 2] % m M 6 

2\ 3' - o— r y^ntrur>- 6' -c-*^- 

6' -O- h^v*^) -3-x71f^y^/v 
30 >A(D&f&: 3-x7if7-rX> 2 0 2mg (1.5m 
mol) ^S*DMF 2ml *ICjD^T«^bfc. & 
^tifiCT5 0% N a H 7 2.4mg (1. 

5mmo 1> *1DA> JEC1 5-£9£>-5 150 
Ml (0. 7 5mmo 1) ^Hn^Tl^lfflat^Lfc. £ 
©EJ&*fc, *««6-p#fch->U-h 3 0 0mg 
(0.7 5mmo1) ^S*DMF 5.5mH:^L 

7;w><fx"riiifc*» sorter 

Jl#bfc, 2IMNtft&Cfe£U MJETE£?S£8 

«ufc. iien^icNx^i o om 1 

40 X, *****«Lfc. »*S***Tft»U fttt 

*t6bfco »snfc»jt*77y vas/u*y;i^*5 

A (Art. 9385- 4 0 g, CHC 1 3 : M e OH : J8NH4 
OH=4 0 : 1 : 0. 1) ICTUS U 1 5 Omg^g 
■ft^ftttt»ttTl»fc. <K#5 5% 
MAS S : FAB (Pos.) m/e ; 3 6 1 (MH + ) 
[0 0 5 3] % ft m 7 

6' - C - t^JV- 3 -?7*f*77 J i/> ACOGffi : 
±BS£«fl 6 T#fc 2 * , 3'-0— f y/DtfUx>- 
50 6* -C-^^Jl/-6'-0- WhtWfJW -3- 
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?7tt7v/ 9 s>PL<D&iWt 15 0mg (0.4 2m 
mo I) £5M-HC I -*9J-)\st&WL 5m 1 $\zm 

>€-7ictphi ottfca, «ETa*b&. x 

5 0 0mg©->U*y;WC»»Si3-T7 7S/>' 
a^'J^yjW7A (Art. 9385- 1 0 g, CHC h : 
Me OH : SNH4 0H= 6 5 : 2 5 : 2 fcTjSffl) "fc 



®gll¥4-3 2 7 5 8 7 

22 

T8IU lOOmgOMfc&KlSieitLTftft. 
[0 0 54] 

MASS : FAB (Pos.) m/e ; 2 7 7 (MH + ) 
NMR; (CDiOD) 5; 8.17 (s) ,7.65 
(d) , 7. 0 9 (d) , 5. 9 6 (s) , 5. 4 2 (m) , 
4.6 2 (d) , 4. 5 6 (q) , 4. 1 6 (t) ,1.44 

K ± 



(SDlDt.Cl. 5 WMSB# ifrtSS#^ FI 
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